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(Q— p^^^^ — di* 
Vo lUUH; rn 


u 
n 


3-7 


2-Tez 


-Ph- 




v.o-tUUn; -rrl 


LI 

n 


3-8 

w W 


2-Tez 

tm 1 


-Ph- 
r ii 


PH - (ph ^ -pri- 
ory x un 2 v 3 wU— 


Vt-LUUn^-rn 


u 

rl 


3-9 

w J 


2-Tez 

tm 1 W*. 


-Ph- 
r 1 1 


PH - (PH ^ -PH- 1 


V,o-wwUrU -ril 


u 
n 


3-10 


2-Tez 


-Ph- 
r ii 


PH - (PH ^ -Pfl- 


V4-LUUnJ -rn 


u 
n 


3-11 


2-Tez 


-Ph- 
■ ii 


CH - (CH 1 -pn- 


(Q— pnnw^ — Dh 


14 

n 


3-12 


2-Tez 


-Ph- 
r ii 


CH - ( PH ^ -pn- 
un 3 Vvligj 5 UU 


vo-LUUn,/ rn 


u 
n 


3-13 


2-Tez 


-Ph- 
i ii 


CH - (PH ^ -Pfl- 


VO LUUn/— rn 


u 

n 


3-14 


2-Tez 


-Ph- 

r II 


PH - ( PH ^ -pn- 

vn 3 x~n 2 / 8 UU 


Vo— wUUny —ril 


u 
H 


3-15 


2-Tez 


-Ph- 

r II 


PH - (ph -PH- 
v#n 3 vUr^g uu- 


VO-wUUrv rh 


11 
n 


3-16 


2-Tzd 


-Ph- 


CH - (PH ^ ~P0- 


\o tuun; rn 


u 
n 


3-17 


2-Tez 


-Ph- 


PH - (PH ^ -Pfi- 


\c -LUUny — rn 


11 
rl 


3-18 


4-Tez 


-Ph- 

r 1 1 


CH - (PH ^ -PH- 
v*n 3 vwn 2 ; g uu- 


v o— wUUnJ -rn 


n 


3-19 


2-Tez 

tm 1 CL 


-Ph- 
r ii 


PH - (PH ^ -PH- 
v*n 3 x un 2 ^ s uu- 


^4-wUUnJ -rn 


H 


3-20 


2-Tez 


-Ph- 
rii 


PH - (PH ^ -PH- 
un 3 u*n 2 y 3 uu- 


xO-LUUny -rrl 


II A 

He 


3-21 




-Ph- 
r ii 


PH — (PH ^ — PH— 


vo-uuuHj-pn 


Et 


3-22 




-Ph- 
r ii 


PH — (PU N _PO— 

un 3 ^n 2 ; 3 UU- 


^0 pnnu\ du 


O mt 

Pr 


3-23 




-Ph- 

r 11 


PH — (PH ^ _pn_ 


Vo-wlJUnJ -r h 


BU 


3-24 


2-Tez 


-Ph- 

r II 


PH - (PH ^ -PH— 


^0_PflALf\ DU 

\o— LUUrtJ — rn 


Hex 


3-25 


2-Tez 


-Ph- 


CH,- (CH,) ,-C0- 


(3-C00H) -Ph 

X** wwWI \ J 111 


DMD0 


3-26 


2-Tez 


-Ph- 


CH 3 -(CH 2 ) 6 -C0- 


(3-CO0H)-Ph 


DMD0 


3-27 


2-Tzd 


-Ph- 


CH 3 -(CH 2 ) 3 -C0- 


(3-C00H)-Ph 


DMDO 


3-28 


2-Tez 


-Ph- 


CH 3 -(CH 2 ) 3 -C0- 


(3-CO0H)-Ph 


PHT 


3-29 


2-Tez 


-Ph- 


CH 3 -(CH 2 ) 7 -C0- 


(3-C00H)-Ph 


H 



±15^*, UM^^t^t LTIi, 1-U 1-8. 1-10, 1-19, 1-20, 1-25. 1-29, 1-30, 
2-2, 2-3, 2-12, 3-3, 3-4, 3-5, 3-6. 3-7. 3-8. 3-9. 3-10. 3-25Xfi3-29^frf h fl 
. H&C$?iaK{i. 1-1, 2-2. 3-7. 3-6. 3-33Ui3-25^lf h tl& 0 

[0 0 4 4] 
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[0 0 4 5] 

citLib^^wjti, tfecftotiitw, mmu mmm. 

10 0 4 6] 

m.MvMWzmzir&i.-mLTit^ mitt vx^<D^mx^^moii<7)i}^<^mx 

^ H B a-fe^n-^, ^4flM£4>0Hg#K tK. x*y-;K yn^v-jv, 

7?t7^ ^Bfcjt*-*- h y R^*;u->^A N #y 3-3r~>xc^v> 
v;vtf^ yJHTOoi^T-^IS, ? 9 'J by* A % x-f T 'J ?V -b y h\ 

an, ##y >\ ^^b-^-r k nn^f K^^-fm^<^®*^j. 

[0 0 4 7] 
[0 0 4 8] 

y-)vm. vj^y, ^js^y-t*?^ F^zmrz t&x£z> 0 

[0 0 4 9] 

&mm£ Lxm&ztLZWi&iz^ mMRimmMummzti* R-ofimhmmx%>z> 

ze>frmz&^xmmztix\t*z>i><DZ&x&mx'%, xfjvTJi'a-jv, •/ 

nk>V^ij3-;v, xKyjk-f V7f7'J JV7;vn-;v, *°'J t^i/jMv^f 7 V 
;i/ T ;v n - ;k # y * * x-?- V > y ;v tf * ^flgflj&Bt*-* 7=- ;i/gq> fc^f;*, i i: tfx § £ 

[0 0 5 0] 
[0 0 5 1] 

tiZtf, M-B&mj&yn* 1 - 7 011%, iff L< »± 1 ~3 0nMi%&tti2>&t-t2><D 
[0 0 5 2] 
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KMLX1B, Tmt L-C0.01mg($ff L< JiO. lmg. £ L < tiling) Trfc !9 > ±It 

000mg($f* L< til. OOOmg, Mt*$? i L < ti200mg) £10&V^ L^il^-r^ - £ 

#3Pj<*>T!E-j&:£; (i) zm-f&y^-is 

[0 0 5 3] 




CO 



±m&*RV l &T<DmWtt-&^X^ A, B, X. Y> R 1A > R 2 \ R 3A , R 4 \ R 5A . 
R^WR^ii. M^L/i^OtlWim^^^i-o 
[0 0 5 4] 
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D 2 




Ob) 
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ffl?>y;v*;i^£^U P 2 t4. h y f-^afe^J: n tar \ ;&<D&m&*7F L, D^OX) 
[0 0 5 5] 
[0 0 5 6] 

iiah (iib)Xf4(iic)^JSCTA ai*. A b A c ftO^mZMIRX- # & Q 

(2) BIgli, AX^T'^ib^Tt^^F^Cii) 7i-W/t T»(iii) t &#fH 

-a-u ^%^o>fb^(i)^^i-^x®x^i9, ^si-Mb^Kia)xti(ib)K)£CT 

[0 0 5 7] 

(AI8) 
(Aafe) 
(^A a Hi) 

:fcX*Ii±> <Zr^fl'fb^(ia)^ib^%(iia)^miti--?.XiT-* l?, X^^XO^ 
^-{4. Eur.J.Med.Chem. 1983^, 18^(2^-), 107-112M^|B«O^fe^m CT. Rffc&tf 
fc&Sfcfr&d ^ b\Z£ VmfcZtlZx, Xi)mmm^<Dm^t, Chem.Pharm.Bull.> 1998 

46^ii-f-, i7i6-i723M^mm.<D^m^m^r Kj^Rx/^mm^^d - tK* 

J&ZtlZo X-bmnW^Oiii&te, Can.J.Chem.. 1965#. 43^. 26 10-26 12HKfBm <7>?j 
fejSit/Chem.Pharm.Bull., 1998#, 46#ll^-> 1716 - 1723H^|S^^)^4rit DTI 

(Abft) 
(«Ab Hg) 

*X@t4. <Zrftl^t7(ib)OT^ ;li:7^*;VA^**-;i/imL, Ifc^(iib) 
£Sirf£X^-?&^ ^Mb^%(ib)CTM1£M*> &»?)7JV*^Dy^» 
£ Rj£ $ & ^ «h K i o -cjij* $ fth o 
[0 0 5 8] 

Mm I v^-^;V^--r;V. f f7tKn77>, y'i+t>© i ? 4i-f;vi ; N,N-y 
>f;i/*;vi7? F, N,N-^^f;v7-fe>7? h\ ^t^fjwj >Rh'J75 F<£>£ ■? 

f;V7^>75 My>f^;v*^y F-e&& 0 
[0 0 5 9] 

a^n^><b!»fc<b^(ib)fcoRjs-ctt!Cfrsicj©cr b'jxw? try w<o 

[0 0 6 0] 
[0 0 6 1] 

RJS«fIW»±, 10fl*ttS24R#IHT?*»K 1 »S2 IfclWT?**., 

(A eft) 
(HAc Hg) 

^Igli, ^<fc^(ic)3&»?»<k^(iic)«:»JS-r*xe-e*»), «x.»f, J. Med. C 
hem. 1991^34#p2919-2922^|Bm$tLTV^ J: 9*^<0^i£tCl»CT, RJSXI«W& 

(BID 
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(B aft) 
(&B a IIS) 

*I8tt, AX«^«iiSL^k#»(ii)*»e.'fk'frW(iva)«:«ji-r*Xg-C*i). ft* 
[0 0 6 2] 

N,N-yVf;V7^1>7 5 K> ^1 b 'J 7 5 KOi^&T 

M+vKi; M^M^ii. n,n-s»?- 

;V7-fef7 5 KT-&& 0 
[0 0 6 3] 

&v>^ SpjSfc: 54, ^SfMbU f-^A, Tfc^b^-hU^A, *tft*'J'7A©J:H7Ji'* 

[0 0 6 4] 
[0 0 6 5] 

[0 0 6 6] 

(*B a 2Ig) 

*Iiii> <b^%l (iva)*»t}gW^1&(Ia)*$43ftSXet?*«3^ fk^(iva) <75t- 
h^y-^fl*^, #ftKJ: Dtt««|-r*ifc»cJ: «J^jft$tLS 0 
[0 0 6 7] 

— 7* -f > 3r~jf=- y 9 y >--fey.x (Protective groups in organic s 
ynthesis )J (*S, Wiley-Intersciencett) tcr^CT^T? c -e # & 0 
(B b ft) 

(»B b Hi) 

*XSW\ AXe-CjaatLTt-fk^ (ii) Mb#*Kiiib)*Mb^(ivb)*SB&-$-a 
X^-C^«9> SIB a lXgfcWISIOfcff-CfTd £ fcfcj: «9 3»K$ftSo 
[0 0 6 8] 
(*B b 2Ig) 

*X««u T^3-Mk^»(vb)*»it'r«Xgt?*ij, <b^(ivb)0*;u^-Jl/36 
[0 0 6 9] 

o 

[0 0 7 0] 

> 7- h 7 t Kn7 7 ><7>«fc 9 fti-T-^Sl ; *X*i±8B©ia^*jSW*^:f hfi 

[0 0 7 1 ] 
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[0 0 7 2] 

Rl£B#IHti\ 105WbSlOI$lS|-T?* »K flP*fcl±lB*W#M5l$W^**o 
[0 0 7 3] 
(fBb3Ig) 

*XS»±, Bflm^(Ib)*JHS+*IfiT*iK <b^(vb)<07Xm*^«^**A 
m> f - ?P»tt#«t*llPlfc5|fl5 L T 2 - -< 5 7 - 4 - * * V f - T V 'J v >3R t , 

[0 0 7 4] 

;vj h'J7^ K© i 7 &7 ^ KS ; ^nn^r/, ?nn*;H, 
* >o «£ 3 *^M3^Xb^bdc*» ;7-bb-h'J ;k 7n tf*- h y ;vo <£ ? h y 
; ^m^fr, WSLz-riuoii 3 ) &^7xjHK ; Xi*z.tih<nm&mi&iF]i8-MX'& «j 

[0 0 7 5] 

X 1 ifeft-;v^7-f KIK ; 7;V7 y n y f\ ^^7'J^7*nn*, ^;V7'JJV3- 
; SJKb^ Eftfti© J: ^ &5^ny^k»S ; Xttt + ^ti 

[0 0 7 6] 

[0 0 7 7] 

Rj£l$|«H\ 1 0 ^TIjM 2 4 BfrWCfc "3 * ftMKli 1 «fM^M 5 ^HT*5. 
[0 0 7 8] 

$*>"ffcTy -;v7;i/*^;v ; 7 7 7 7;v* ^^StR^, ^>^77;v* 7^te7k%> 
7 ;v * n 7 * 7 7 ;v * >mift7K^/o ± n tt x ju * >mfekt;3S fca&tf & r 1 j&*-e § & 0 0 
iftCtt, :^b7 7 >^^*^;k :&4bp- Mv^77;i/*xwvx«± h y 7;v*ny. 7 77;v 

[0 0 7 9] 

#fcR5£l±&vva*, #flx.{*\ ^3r^>. ^77 y7*n^7, S?*j.-t-;K7> X 7 %ffi 
7 >\ ^dd^jh, E9&fbJtXo 7nn^t7-l?7 > ^^nn^v 

■^^^id^^n^wfc^fcTK^ii; mm^*** wm^j^, M^ntr*, wm-ri- 

h7tKn77>, V*^r-9->, -;>7 h*~7cc7> % yxf 1/ y ^ 'J 3 - ,«/y > f ;vx- 
[0 0 8 0] 

ftv^, jfIJ;tthVxf^7 5^ h V 7*n tf;VT5 >\ h'J7f^7 5>, ^V7 P 

mSE^F 2004-3099267 
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U^ytfU^>, tf3U>, 4-(N,N-y^f;V7^)f'Jy>', 2, 6-S> (t-T'^l'M-jrf 

*y vx n.n-v^t^vt-'; N.N-vJif-^r- 1 ; 1,5-^T-fif 

V * D [4. 3. 0] y > (DBN) , 1, 4- v T <f tf v * n [2. 2. 2] * * * > (DABCO) . 1 , 8- v 

7 <f fcf ~> ^ n [5. 4. 0] * > -7-^ ^ (DBU) ^ «fc n %^m&&MX'$> <9 , £H£t' ti > V x 
f-;u7 5 
[0 0 8 1] 

[0 0 8 2] 

[0 0 8 3] 

[0 0 8 4] 
[0 0 8 5] 

6B#Bg7^48I«-C& >K MKtil27i;M24B#^-e&&o 
Si-^^t^J: (lb) ^Ijin^t^-ei-io 

[0 0 8 6] 

±ie#isoRi£;^7f^ iWMiitftttoT, RiSzs^^^«$tL^, 0 #9 

o 

[0 0 8 7] 
[0 0 8 8] 

Mfc, (I) ^7j;v^^v;v^^^i-^,^(i. ^mz%^xmm±Mm^fi^ 

x-XT^Zm&ir&Zb&X'Z&o 
[0 0 8 9] 
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[0 0 9 0] 
[0 0 9 1] 

&tk, ###o, &&mR&$m]m*7Fi^ *ni*#it:^ts^ ^ 

[«lfcff] 
[0 0 9 2] 

1 ) 

3- [N— [ [4- [2- (lH-7b7'/-^-5-^) 7x^;V] 7i-^] ^ 

(«^WfNo. 3-9) 
(la) 3- [N— [ [4- [2- (3-b 1 J7x-Wf;V-3H-fh7 , /-;V- 
5--OV) 7i-^] 7x;^] ^f-;v] -N-'O^y^fiVT^] 5fcA*flk=-?-^ 

3-7 5/ $iffxffl/ (5. 0 2 g) WN,N-^W-bb7§K (DMA, 5 0 
ml) »«EH, ^fc^^y-OV (4. 0ml) ^iM, S»TMH#IB]»#Lfco RJo 

Tfclc^- HJ ifcill&U 3- (N-^>^ 7 ;U) T 5 7$,ifixf;l/ (7. 
5 5 g) £#£ 0 #£*lrt:7 5 KfODMA (10 0ml) fefcK t e r t -7h*v'* 
(4. 0 9 g) 4:illx.3 0^LfcMi:[2-[ (3 - h 'J 7x-;V^f ^~ 
3H-7h77-;V-5-^;>) 7x^]7i^]^Wn?K (18. 6 g) =^Sn 

(^^•9->-^m^;H 3-2 v/vfcT»ffi) KTiRJRU *fBBfiMfr&i» (2 0 

. 6g, mm 9 3. 6 %) *#fc 0 

[0 0 9 3] 

X H NMR(CDC1 3 > 4 0 0MHz) :J0. 81(3H, t. J = 7. 5Hz), 1. 
17-1. 2 6(2H, m), 1. 38(3H, t, J = 7. 0 Hz). 1. 51-1. 62( 
2H, m), 2. 02(2H, t, J = 7. 5 Hz). 4. 37(2H. q, J = 7. 0 Hz) 
„ 4. 8 1 (2 H, bsK 6. 91-6. 9 6(8 H, m). 7. 0 2 (2 H, d, J = 8 
. OHzK 7. 21-7. 26(8H.mK 7. 3 0- 7. 3 3 (3 H.m). 7. 37- 
7. 50(3H, m)s 7. 76(1H, bs)> 7. 8 6 - 7. 9 2 (2 H. m). 

(lb) 3- [N— [ [4- [2- ( 1 H - t- h 9 V- ;V - 5 - -f ;V) 7i-^] 7x 
^f;v] -n-^>^7^jv757] $j|fS 

ggtttfll a-C^Lri3- [N— [ [4- [2- (3- b 'J 7x^WfjV-3H-r 
f7V-^-5-^;v) 7ii^] 7x-)V] y^-;v] -N-^>^7^;v75y] £A 

$gfej.?-/l, o. 3 7 g£7 5%IMR-#. (8. 8ml) i/Z^M LtttlCt' 2 4 B#H#fc 
#Lfco Rli&iK**i»«£H^ 5Sffi£7 5%v**->r>-7jt (8. 8ml) K«F»U tK 
SMtV^*A (45mg) SriDx.. 5 0 2 4 l$m*#Lfc 0 ^ifc***tttH U 

^vV*m7A^nYi>/77^- (Mikff-vy- * : 7-3v/v 

) KTJflMttU Bfrffrfrtt (0. 1 2 g, JDUP8 8%) £#£ 0 
[0 0 9 4] 

*H NMR(DMS0-d 6 . 4 0 0MHz) 0. 7 5(3H, t. J = 7. 5 Hz) 
„ 1. 12-1. 2 1(2H, m), 2. 05(2 H, bs), 4. 8 6 (2 H. sh 6. 9 
9(2H, d. J = 8. OHzK 7. 10(2H, d, J = 8. 0Hz), 7. 32(1H, 
d, J = 8. 0 Hz), 7. 46-7. 56(3 H. m), 7. 61-7. 6 7 (2 H, m)> 
7. 71(1H, bs), 7. 85(1H. d, J = 7. 5Hz). 

MS (FAB) M/z: 4 5 6 (M+H) + - . 
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omm 2 ) 

3 - [N — [ [4- [2- (lH-f ^77-;i/-5-^) 7i-^] ^ 

-N-7-bf^7^3 feifKfajf^WfNo. 3-4) 
3-7 5^$ifKxf;v, mtT^^)VRxri2 -[ (3-h'j7x-;Wf;i/-3H 

[0 0 9 5] 

1H NMR(DMSO- d 6 > 4 0 0MHz) :H. 9l(3H, b sK 4. 88(2H 
> bs), 7. 02(2H, d, J=8. 0 Hz), 7. 15(2H. d, J = 8. 0Hz), 
7. 40(1H, d. J = 8. 5HzK 7. 4 9 - 7. 5 5 (2 H, m), 7. 57(1H. 
dd, J = l. 0RXJP7. 5Hzk 7. 6 4 - 7. 6 9 (2 H, m). 

MS (FAB) M/z: 4 1 4 (M+H) + - . 

(mmm 3 ) 

3- [N— [ [4- [2- (1 H-7- h7 7-;i/- 5->f/i>) -7^-;v] ^ 
-N-7-D/v^v7<y] £&#m(M^t^%#-f-No. 3-5) 

3 -T5 y^i^m^T^K ^fcyn tf^--;i/^.^[2 -[ (3- HJ 7x^Wf ;V- 
3 H-7- h 9 7-^- 5 ->f ;V) 7i-iV]7x-;v]>f)V7n5 F^ffiv>T > Hife^fl 1 

[0 0 9 6] 

1H NMR(DMSO-de. 4 0 0MHz) : 8 0 . 9 5 (3 H. t, J = 7. 0Hz), 
2. 08-2. 1(2H> m), 4. 88(2H, sK 7. 01(2H, d, J=8. 5 Hz 
), 7. 13(2H, d. J = 8. 5Hz). 7. 37(1H. d, J = 7. 5 Hz), 7. 4 
8-7. 58(3H. mk 7. 6 4 - 7. 6 9 (2 H. mk 7. 76(1H, bs), 7. 
8 7 (1 H, d, J = 8. 0 Hz). 

MS (FAB) M/z: 4 2 8 (M+H) + - . 

mmm 4 ) 

3- [N— [ [4- [2- (lH-f f77-^-5-0) -7^;lO 7x-^] ^ 
7^] Mf^Wt^WtNo. 3-6) 

3 I 7 ? ^ScAMtx-f-JK I{fc7fD^jvjtyf[2-[ (3 - h V 7^c-;v^ 3 
H-7- h 7 5 ;v) 7x^]7x-;i / ]^f;i/7nU'*|v>t, HSfefiJ 1 K 

[0 0 9 7] 

*H NMR(DMSO-d 6 s 4 0 0MHz) :H. 78(3H. t. J = 7. 0 Hz). 
1. 50(2H, mk 2. 0 0- 2. 0 8 (2H, mk 4. 88(2H, sk 7. 01( 
2H> d, J = 8. OHzk 7. 13(2H, d. J = 8. OHzk 7. 35(lH, d. 
J = 8. OHzk 7. 4 9 - 7. 5 8 (3 H, mk 7. 6 4 - 7. 6 9 (2 H, mk 7. 
74(1H, bs), 7. 88(1H, d, J = 8. 0Hz). 

MS (FAB) M/z: 4 4 2 (M+H) + - . 

(mmm 5 ) 

3- [N- [ [4- [2- (lH-ff77-;V-5-'fA/) 7^=-)]/] * 

-N-t^^7^JV7^7] ^If ^(igjb^llf f N o . 3-13) 
3-7^$Iffxf;K mib^^-Ol'&O^-C (3-b'J7x-;V^fjV- 
3 H-7- h 9 V-;v- 5 --f ;w) 7x-ji/]7x^)V]^fjV7nU^f^t, MMM 1 

[0 0 9 8] 

1 H NMR(DMSO-d 6 . 4 0 0MHz) :H. 81(3H, U J = 7. OHzk 
1. 10-1. 2 4(8H, m), 1. 43-1. 5 1(2H, m), 2. 01-2. 09( 
2H> mk 7. 0 1(2H, d, J = 8. 0 Hz). 7. 12(2H, d, J =8. 0 Hz) 
. 7. 35(1H, d, J = 8. OHzk 7. 48-7. 61(3H, mk 7. 64-7 
. 69(2H. mk 7. 74(1H. bs), 7. 88(1H. dU J = 8. 0Hz). 
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MS (FAB) M/z: 4 9 8 (M+H)** . 

mmm6) 

3- [N— [ [4- [2- ( 1 H-r- b ?y-^- 5 -^f;V) 7x-*] 7i^] ^ 

yvy-4->f;v) j*?-;i> «?l^iffNo. 3-2 4) 

HJfc®Il at^l/;3 - [N— [ [4- [2- (3 - f U 7x-;v^f ;v-3 H-f 
b7 , /-;v-5-'f;v) -N-^y * J A )vr 5 / 3 £A 

fiif^ (11. 5 0g) (10 0ml) #tK, lN-fomt-flW 

AtK^?S (19ml) fcijn*., Bmm&LtZo Kfc®.ZijkMfe, mk^^h 

#u m^mm-r v u %»*»u 3- [n- [ [4- [2- (3-h>j7i 

-jv^f;i/-3H-rf7 7'-;i'-5-'fJV) 7i-;v] 7x- ;w] >f;v] — N — ^> 
^y-f;VT^y] £&#»Wfc&J&»fcftfc 0 &fc*Lfc^Jft»©DMA (90ml) « 
^S*'J9A (4. 86g) l^-^nn^^iz-s-^f^-l, 3-^^^ 
V\/>-2-*> (3. 9 2 g) ©DMA (5m 1) MSrin*., 2 4P#W^#L 

faXffiMi- V U *Af£$|, %dl**8U »v'J/tiy;i/*7A^D-7>777^- 
(^^■y-V-S^m^-f-^ : l-lv/v) KTflfRU 3- [N— [ [4 — [2 — ( 3 — 
h 'j 7x^f;v-3 H-x b5 7-^- 5-^;^) yjn^l/] ^f;v] - 

N-^^^7^;V757] 3c&#Bfe (5 2 -*#y- l , 3-mvi/>- 

4- ^f;v) p(f;v?rl l. 5 7 g#feo 
[0 0 9 9] 

ftt>tliz3- [N — [ [4- [2- (3-f'j7x^Mf;V-3H-fl«7!/-^- 

5- >f>i>) 7x-^/] ^f;v] -N-^>^7^;V7^7] ^cJlkWIfc (5-^ 
f;v-2-t^rV-i, 3-^*vv>-4-'f;v) ^f;Hn. 5 7 g) <D*J**c 
V-y (8 0ml) mmz^ mk (6 Om 1 ) Xtf* (2 0ml) 4 0*C-C7I$H 

i/y-**y-/i< : 10-1 v/v) till, *gBB«rtfr£4fe (5. oig) £#fc 0 

[0 10 0] 

J H NMR(DMSO— d6, 4 0 0MHz) :5 0. 7 6 (3 H, t, J = 7. 5 Hz). 
1. 11-1. 22(2H,m), 1. 47(2H, qt, J = 7. 5Hz), 2. 00-2 
. 1 0 (2 H, m), 2. 21(3 H, s), 4. 8 8(2 H, s), 5. 22(2 H. s), 7 
. 01(2H, d, J = 8. 0 Hz), 7. 12(2H, d, J = 8. 0 Hz), 7. 41(1 

H, d, J = 8. 5 Hz). 7. 51-7. 5 8(3H, m), 7. 61-7. 7 0(2 H, 
m), 7. 78(1H, bs), 7. 91(1H, d, J = 7. 5 Hz). 

MS (FAB) M/z: 5 6 8 (M+H) + - . 

mmm 7 ) 

3- [N- [ [4- (lH-fl>7V-JV-5-^v) 7 i — ;v] * -N — ^y 
^^^757] £jft«»(«^ft'&«&#-SN o . 3 - 1 ) 

3 -75 yjcAMtx-T-JK %L\ks<y9J 4J^RXf4- [ (3-h')7x-;v^f;v- 
3H-7>7 V — ;v — 5 — f ;i0 yjL-)V] ^^nn*tfflv>T > IUt#JlK*£CT 

[0101] 

*H NMR(DMSO-d 6 , 4 0 0MHz) :*0. 77(3H, t, J = 7. 5 Hz), 

I. 14-1. 24(2H, m), 1. 49(2H, qt, J = 7. 5 Hz), 2. 04-2 
. 34(2H. m), 4. 98(2H, s), 7. 43(2H, d, J = 8. 0Hz). 7. 4 
8-7. 54(2H> m). 7. 72(1H, m), 7. 87(1H, d, J = 6. 5 Hz), 
7. 9 6 (2 H. d, J = 8. 0Hz). 

MS (FAB) M/z: 3 8 0 (M+H) + - . 

mmm 8 ) 
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2 - [N — [ [4 - [2 - ( 1 H-x b 9 V~)V- 5 --f;V) 7x^V] * 

-N-^>^y -ovrs ^] Sift (i^Mtlff No. 3-8) 
2-7^Mfiif;K M^>^^-f ^^.^[2 -[ (3-h'J7x-Wf;V- 
3H-ffr/-JV-5-^v) 7x-^7x-;v]^f^/nn^fflv>t > fdfefB 1 

[0 10 2] 

l E NMR(DMSO-de, 4 0 0MHz) :$0. 74(3H. t, J = 7. 5Hz), 
1. 14(2H. sex, J = 7. 5Hz). 1. 43(2H, qt, J = 7. 5Hz), 1. 
81-1. 98(2H, m), 3. 8 9 ( 1 H. d. J = l 5. 0 Hz), 5. 48(1H, d 
, J = 15. 0 Hz), 6. 82(1H, d d, J = 2. 0^7. 5Hz), 6. 97(2H 
, d, J = 8. 0 Hz), 7. 0 9(2H, d, J = 8. 0 Hz), 7. 45-7. 55(4H 
, m), 7. 6 2 - 7. 68(2H, m), 7. 91(1H, dd, J = 2. 0&£>'7. 5H 
z). 

MS (FAB) M/z: 4 5 6 (M+H) + - . 

4- [N— [ [4- [2- (lH-7fr/-^-5--f;V) 7x-JV] 7x-^] * 

f-zi'] -N-^>^7-f ;vr^ s] $iff(ifjb^ffNo. 3-io) 

- 3 H-x h 7 5 ->f )V) 7x-;v]7x-;v]^f ^nU*?:fflv>T, Hife^J 

[0 10 3] 

X H NMR(DMSO-de, 4 0 0MHz) :30. 76(3H, t, J = 7. 5Hz), 
1. 17(2H, sex. J = 7. 5Hz), 1. 46(2H, qt, J = 7. 5Hz), 2. 
10(2H, t, J = 7. 5Hz), 4. 87(2H, s), 6. 98(2H, d, J = 8. 5 
Hz), 7. 09(2H, d, J = 8. 5Hz), 7. 25(2H, d, J = 8. 5Hz), 7. 
4 9- 7. 56(2H, m), 7. 6 2 - 7. 66(2H, m), 7. 91(2H, d, J = 
8. 5 Hz). 

MS (FAB) M/z: 4 5 6 (M+H) + - . 

mmm 1 o ) 

2-^-^V-3 -ynt>- 1 - [ [4- [2- (1 H-xhvV-;V-5--f ;V) 7 
^^;V] 7x-*] ] -1, 3, 4->Vt Kndry;>-7-*;v#^ 

(10a) 2 -^-^rV- 3 -7"n l „ 3, 4-^'JHKn^;'J>-7-*;V# 

>f^fJV (^Mtf^No. 1-1) 

4 3 - - 1- n^ftsg^ n -ynt';wn>fi;xf;vj; DEur.J.Me 

d.Chem.1 9 8 3^ 18t (2f) , 107-1121 IBS&O^ftCiSDT, R 
J&Ra f &&S*fTfc"9 £ fc £ ^^ifi'fk^^efe^^ (»& : 1 2 2 - 1 2 4 *C) t U 

[0 10 4] 

X H NMR(CDC1 3 , 4 0 0MHz) :5 0.9 4 (3 H, t, J=7.0Hz), 1.35 
-1.53(3H,m), 1. 76-1. 87(1 H, m), 2. 5 4-2. 6 1 (1 m), 2. 
79(1H, dd, J = 8. 5£tf 1 6. OHz), 3.08(1H, dd, 1 = 6.0^.^16 
.OHz), 3.90(3H, s), 7.22(1H, t, J = 7.5Hz), 7.39(1H, d, 
J = 1.5Hz), 7.64(1H, dd, J = 1 . 5^7. 5 Hz), 7.82(1H, bs). 

MS (FAB) M/z: 2 4 8 (M+H) + - . 
(10 b) 2-**V-3-^nif*- 1- [ [4- [2 - (3-hV 7x^;^f^ 
-3H-rf7 V- 5 - -f ;v) 7x-;b] 7x-ji/] ] - 1 , 3. 4 - MJ 

t Kn^7 y >- 7 

HMflfll 0 a-C£-J&Lfc2-**V-3 -"7ntf;i/- l, 3, 4 - h U Kn#y y > 

■miMb£**B'fe»l& (dec.) : 1 9 9-2 0 0*0 tU#fc, 
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[0 10 5] 

*H NMR(CDC1 3 , 4 0 0MHz) :50.94(3H, t, J = 7.0Hz), 1.4 
1-1.56(3H, m), 1 . 8 0- 1 . 8 6 (1 H, m), 2.6 8-2.7 1(1H, m), 
2.7 9(1H, dd, J = 8. OXtfl 5. 5 Hz), 3.09(1H, dd, J = 5.0W 
1 5.0Hz), 3.78(3H, s), 5.10(2H, dd, J = 1 6 . 0 RZF3 0 . 0 Hz) , 
6 . 9 2 - 6. 9 4 (6 H, m), 7 . 0 2 - 7 . 0 7 (4 H, m), 7. 2 1-7. 2 8(7H, 
m), 7. 3 1 - 7. 3 5 (4 H, m), 7. 40-7. 48(2 H, m), 7. 6 1 (1 H, d, 
J = 1.0Hz), 7.65(1H, dd, J = 1 . 0 RXJP 7 . 5 Hz), 7.88(1H, dd, 
J = 2. 0RV t 7. 5 Hz). 

MS (FAB) M/z: 7 6 2 (M+K) + - . 
(10c) 2-**v-3 -7nt?;i— 1 - [ [4- [2- (lH-f f7 V*— ;v — 5 
->f;v) 7i-;H -7^~;v] ] - i „ 3, 4 - h U t: Kn + y y 7 

«M 1 0 b -e^L^ 2-t^V-3-7'n^v-i- [ [4 - [2- (3-h'j7 
x-;v>f;i'-3H-fh7 , /-JV-5-'f^) 7i^.;v] 7^-;v] ] -1, 

3, 4 - > V t Fn ^ y ij> - 7 - * JV^>t^ f v^t, bK*CTRJc 
RTf&t&mZft* 9 -r <h K ± 19 , B«rffr&%£»fco 
[0 10 6] 

*H NMR(DMSO-de, 4 0 0MHz) :«?0.89(3H, t, J = 7.0Hz), 1 
.35-1. 47(3 H, m), 1. 67-1. 73(1 H, m), 2. 65-2. 72(1 H, m) 
, 2.83(1H, dd, J = 9 . 5 RTf 15.5 Hz) , 3.15(1H, d d, J = 5 . 5 & 
t>*15.5Hz), 5.15(2H, s), 7.05(2H, d, J = 8.0Hz), 7.14(2H 
, d, J = 8.0Hz), 7.38(1H, d, J = 7.5Hz), 7.43(1H, d, J = l. 
OHz), 7. 54-7. 58(3 H, m), 7. 63-7. 68(2 H, m). 

MS (FAB) M/z: 4 6 8 (M+H) + - . 

mmm 1 1 ) 

2- **v-3-?'n tf;v- 1 - [ [4- [2- ( 1 H-x h 7 V-;v-5--f ;v) 7 

-i x 3, 4 - h y t Kn^py y > -6- ftft 

^#-f-N o . 1-10) 

(1 la) 2 -i + V- 3 -yn l , 3, 4 - h U ki Kn dp </ y > -6- iJ )V^y 

3- ^f;v-4--bnflfi (25. 0 g) , n-^nt°;vvn>^yxf;vj; 9 
, Eur. J. Med. Che m. 1983^, 18*2^ 107-11 21 fSM^^k 

KmcxKfcRv?&^w*ft% > > ztKz*)^ ms>4t&m*&&i&& (9. 3 g . Muse : 

200-202 r) fc Ltffco 
[0 10 7] 

'H NMR(CDCls, 4 0 0MHz) :<S(3H, t, J = 7. OHz), 1.37-1. 
53(3H,m), 1 . 7 5-1 . 8 5 (1 H, m), 2. 5 5-2.6 2 (1 H, m), 2.79(1 
H, dd, J = 8 . 5 RXf 16.0 Hz), 3.09(1H, d d, J = 6 . 0 JkTf 1 6 . 0 Hz) 
, 3.89(3H, s), 6.76(1H, d, J = 8.5Hz), 7 . 8 4 - 7 . 8 6 ( 2 H, m) 
, 8. 1 1 (1 H, b s). 

MS(EI) M/z: 2 4 7 (M) + -. 
(lib) 2 -**V-3 -fxx 1 - [ [4 - [2 - (1 H-x h 9 V*-;v-5 

--f;v) 7i-^] 7i-)i/] -1,3, 4-h'JtKn^yij>-6-*;v** 

Hi&Ml 1 a-e^^L7t2-*drV-3-yntT;u- l, 3, 4-h'JtKn*/y> 

-6-*;v**>m^9-;v«rffiv>T, nmmi o b^i o c KmtxBu&Rv&itkm*ft 

[0 10 8] 

*H NMR(DMSO-de, 4 0 0MHz) :50.90 (3H, t, J = 7 . 0 Hz) 
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, 1.3 2- 1.4 8 (3 H, m), 1.64 — 1.73(1 H, m), 2.6 6 - 2.7 3 (lH 
x m), 2 . 8 2 ( 1 H, dd, J = 9. 5 25.^1 5. 5 Hz), 3. 13(1 H. dd. J=6. 
ORTf 1 5. 5 Hz), 5.16(2H, s), 6.98(1H, d, J=9.0Hz), 7.04( 
2H, d, J=8.0Hz), 7.13(2H, d, J = 8.0Hz), 7.51-7.57(2H 
, m), 7. 6 4 (2 H, d, J = 8 . 5 Hz), 7.71(1H, d d, J = 2 . 0S.<^8 . 5 H 
z), 7.8K1H, d, J = 2. 0Hz). 
MS(FAB) M/z:4 6 8 (M+H) + - . 
(»#J 1 2 ) 

2 -**V- 3 1 - [ [4- [2- (1 H-x h 7V'-;V-5-^ ;V) 7i 

7x-^] ^f-;v] -i, 3, 4 - H; Kn^y y >-7-*/i"J?>R (5-> 
f-;v-2-**V-l, 3-y*^VV>-4-^^) («^ffNo. 1 

-8) 

Hifeflll 0 bT'#^ttfc2-^drV-3-yntT;V- l- [ [4- [2- (3-hV 7 
x-;V^^;l/-3 H-x h 7^-;^- 5--f ;V) 7x-^] 7x^^] ] -1, 

3, 4 - f 'Jt Kn^r y 'J > - 7 - ^/^v>t, *Jfc«6 fcVETRi&R. 

to^sst^t^ 9 c fc k i 19 , m™&yo*ntio 

[0 10 9] 

: H NMR(DMSO-d 6 , 4 0 0MHz) :50.89(3H, t, J = 7.0Hz), 1 
.3 3- 1.4 7(3 H, m), 1 . 6 6 - 1 . 7 2 ( 1 H, m), 2.17(3H, s), 2.67 
-2.7K1H, m), 2.85(1H, dd, J = 9 . 0 Rtf 1 6 . 0 Hz), 3.16(1H 
, dd, J = 5.0Ml6.0Hz), 3.57(2H, s), 5.15(2H, s), 7.05( 
2H, d, J = 8.0Hz), 7.15(2H, d, J = 8.0Hz), 7.4l(lH, d, J = 
8. 0 Hz), 7.4 5 (1H, s). 

MS (FAB) M/z: 5 8 0 (M+H) + - , 6 0 2 (M+N a ) + ' . 

mmm 1 3 ) 

1- [ [4- [2- (1 H-x b 7 V-;V-5->f ;W) 7x-JV] 7x-JV] y^;i/| 
-1, 3, 4-hy t Kn^yy >-2-*^(flSft*IWNo. 1-2 9) 
1,3, 4 - h y Kn*7 y >- 2 (Aldrich) £JSv>T, * WJ 1 a i3 

J: V s 1 b Km ZxmBTkTfmkm*'iT* *) - tc J: «9 , SfiR'ffr&'»S:#fco 

[0 110] 

X H NMR(DMSO-de, 4 0 0MHz) :S2.69(2H, t, J = 7.5Hz), 2 
.95(2H, t, J = 7.5Hz), 5.13(2H, s), 6.89(lH, d, J = 8 . 0 Hz 
), 6.97(1H, t, J = 7.5Hz), 7.03(2H, d, J = 8.0Hz), 7.12(1 
H, d, J = 7.5Hz), 7.16(2H, d, J=8.0Hz), 7.23(1H, d, J = 6 
.5Hz), 7. 5 2 - 7. 5 7 (2 H, m), 7 . 6 3 - 7 . 6 8 ( 2 H, m) . 

MS (FAB) M/z: 3 8 2 (M+H) + - . 

(mmm 1 4 ) 

3 - ^-^v-2-yntf;v- 4 - [ [4- [2- (lH-fl>77-;v-5-^;v) 7 a. 
7x-;v] j*^] - 2 H-'O V [ e ] 1, 4 -**W>-6-% frtfyWliW 

^WtNo. 1-20) 

(14a) 3 -ir^V-2-Zfu\£)V- 2 H, 4H-^'/[e] 1, 4-**^v7- 

4- tKn^f^-3--hn$ifi^f^ (23. 6 g) , 2 -zfu ? y^.*- 
•^fc/B^T, Chem.Pharm.Bul 1., 1998^, 46il If, 1716 

- 1 7 2 31 tm<D^m^mcxKj^R^mm^n^ J ) £ tizx Mia-fb^^e 

&tir£ (10. 0 g, Ife£ : 149-150 r) t Uft. 
[0 111] 

'H NMR(CDC 1 3 , 4 0 0MHz) :S0.98(3H, t, J = 7.5Hz), 1.4 
8-1.65(2H, m), 1 . 8 1 - 1 . 9 4 ( 2 H, m), 3.89(3H, s), 4.65(1H 
, dd, J = 4. 5W8. 0 Hz), 6.98(1H, d, J=8.0Hz), 7.48(1H, 
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d. J = 2.0Hz), 7.67(1H, dd, J = 2 . 0 8 . 0 Hz). 8.13(1H, b 
s). 

MS (FAB) M/z: 2 5 0 (M+H) + - . 
(14 b) 3 -**V- 2 -"/n^- 4 - [ [4- [2- (1 H-x h^V-;V-5 
-4/1/) 7i-)b] 7x-jl/] - 2 H-^>V [e] 1, 4 

1 4 a L /; 3 - 1 + V - 2- y D f;v - 2 H , 4H-W[e] 1, 4 

«jS*?t £ UtCi^ SlIBlKrtk'&W (Butt : 1 9 7 - 1 9 8 *C) £#fco 
[0 112] 

: H NMR(DMSO-de. 4 0 0MHz) :5 0.94(3H, t, J = 7 . 5 Hz), 1 
.46-1. 57(2 H. mk 1. 79-1. 88(2 H. mk 4.91(1H, dd, J = 5 
. 0^8. 0 Hz). 5.17(2H, sk 7.08(2H. d. J = 8.0Hz). 7.13(1 
H, d. J = 8.0Hz), 7.19(2H> d. J = 8 . 0 Hz). 7. 5 2 - 7. 6 8 (6H, 
m). 

MS (FAB) M/z: 4 7 0 (M+H) + - . 

mmmi 5) 

3-**V-2-:/nt?;v-4- [4- [4- ( 1 H -T h 9 V*-;v-5-^ ;V) 7x^ 
2-H-^>i/[e] 1, 4 -^^v^-e-tf^vm^^lk^W-t 
No. 1-23) 

1 4atr^L7t 3 -t + V-2-^D tf;l^- 2 H. 4H-^^/ [e] 1, 4 — ^ _ 
>-6-^;V5K>^^ ?-)Vj5£Zf 4 - [ (3-f'J7x^MW-3H-f f5 
5 ->f;V) >f;v^n> K^ffiv^t, Ulifef!) 1 aW 1 b KzjiC-CJS: 

JS^TO^S^frfc «IBB (lfc£ : > 2 6 0 "C) **§fc 0 

[0 113] 

J H NMR (DMS O — d'6> 4 0 0MHz) :H.96(3H, t. J=7.5Hz), 1 
. 4 8 - 1. 5 9 (2 H. m). 1. 84-1. 91(2 mk 4. 96(1 H. dd, J = 5 
. ORZ^B . 0 Hz), 5.28(2H. dd, J = 1 7 . ORXF 2 3 . 5 Hz), 7.14(1H. 
d. J = 8.0Hzk 7.48(1H, d, J = 2 . 0 Hz). 7.49(2H, d, J = 8.5 
Hz), 7.60(1H, dd. J = 2 . 0 RZf 8 . 0 Hz) , 8.02(2H, d. J=8. 5Hz 
). 

MS (FAB) M/z: 3 9 4 (M+H) + - . 

mmm 1 6 > 

3- t^V-2-7°nt>-4- [ [4- [2- ( 1 H - t Y 9 V-;v-5- W ;V) 7* 
yaL=.)]y] *<f-jW] - 2 H-^> V* [ e] 1, 4 -f7y>-6- #;w*-;/&(#!]^ 

ft^ffNo. 1-2 5) 

(16a) 3 -t^rV —2— 7°n fc?;l/ — 2 H, 4H-^>V[e] 1, 4-f-T> ? >-6 

4- ^nn-3--hD$Iff (50. Og) J: <9 . Can. J. Che m., 196 
5^, 4 3t, 2 6 1 0-2 6 1 21 IBm^feK £ «3 # <b tl& 3 - T 5 ^ - 4 - ^ ;V 
# 7" h £j§.#&. 2-7*o^>^MK, Chem.Pharm.Bull., 1 

9 9 8#. 4 6tl If, 1716 - 1 7 2 31 mm^^m CTKBRZffei&m 
*ftts:o d tKi *). ^fe^ti^afe^ (8. 4 g) tU#fc, 

[0 1 14] 

X H NMR(CDC 1 3 . 4 0 0MHz) :50.93(3H, t. J = 7.0Hz), 1.3 
9 - 1 . 6 4 (3 H. m). 1.85-1. 93(1 H. m). 3 . 4 7 (l H. dd. J = 6.0 
#^8.5^). 3.92(3H, sk 7.38(1H. d. J = 8.5Hz), 7.54(1H 
, d. J = 1.5Hzk 7.68(1H, dd. J = 1 . 5 ~BlTF 8 . 5 Hz). 8.50(1H. 
b s). 

MS (E I) M/z: 2 6 5 (M) + -. 
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(16 b) 3 -t^fV-2-^oii>- 4 - [ [4 - [2 - (lH-t h 9 V-;V-5- 
HifctfOl 6 at?-£j&Lfc3-**V-2-7'nfc?;i/-2H> 4H-^>'/[e] 1> 4 
[0 1151 

*H NMR(DMSO-de> 4 0 0MHz) :5 0.88(3H, U J = 7.5HzK 1 
.23— 1.56(3 H x m) > 1. 7 5- 1. 8 5 (1 H, m), 3.81(1H, t, J = 7. 
0Hz), 5.2K2H, dd. J = 1 4 . 0 RXf 4 1 . 0 Hz). 5 . 1 5 - 5 . 2 8 ( 2 H, 
m), 7. 0 5(4 H, bs), 7.37-7.4 1(3 H. mK 7.55-7.6 7(4H, m) 

MS (FAB) M/z: 4 8 6 (M+H) + - . 

(&ttm 7) 

3 -*tV-2-^D^- 4 - [ [4- (1 H--r h y *S- fr) = 
t^frl 2-H-^V*[e] 1. 4 - f 7 y >-6- * (^Mtf f N o . 

1-30) 

H*fe09l 6 at^L/;3 2 H, 4H-^>V[e] 1, 4 

-f-T^>-6-*^5i?VK^f-^*J:V4- [ (S-f^x-^Mf^-SH-rh 
7V'-;v-5-^v) ^Wnn*tfflv>-c, HMMl a£ .fctf 1 b 

[0 116] 

*H NMR(DMSO-de, 4 0 0MHz) :<50.90(3H, t> J = 7.5HzK 1 
. 3 7 - 1 . 6 0 ( 3 H, m), 1 . 8 2 - 1. 8 9 (1 H, ra), 3. 88(1 H. dd, J=6 
. 0^.(^8. 5 Hz), 5.35(2H, AB q, J = 17. 0 310*3 1. 5Hz)> 7. 4 1 (2H 
„ d. J = 8.5HzK 7. 5 6 - 7. 6 2 (3 H> m), 8.01(2H, d, J = 8 . 5 Hz) 

MS (FAB) M/z: 4 1 0 (M+H) + - . 

mmm 1 8 ) 

5- [4- [ (2 5, 7 -*J $y*S [5, 4-b] tfU^V-3- 

>f;v) 7i-*] -l, 3-f7'/'jy>-2, 4 - 9 J*> (ttia*f&fr»#-*N 

o. 2-18) 

(18a) 2 -[4 -[ (2 -xfA/- 5, 7 - i» 5 5 „ 4-b]tfU3» 

- 3 - -OV) ^f^]7x-^]-2-t^f Vftt^ f ^ 
tert-rh+yA'J-JA (23. 6g) ©DMA (200ml) i&ffcfc 2 

-5, 7-y*?-/M 5 ^V[5, 4-b]Vf'J> ? ^ (33. 5 g) ©DMA (2 0 0ml 
) »i&*flMjnlfe. atSft* 1 0t^Ti:«*>i^f) 2 -[4- (:/n^?-;v) -7jc^.;v] 

- 2-t*Vft»^f^ (5 4. 1 g) ©DMA (10 0ml) iffifcfcS&iOLfco 

'J*^*7A^nv^77-f- (^^•^^-TO^^-'V : 2- 1 v/v) -e*&»u 

nmmmt&yd (is. 5 g ) £#* 0 

[0 117] 

(18b) 2-[4-[ (2-^-f-;v-5, 7 -v^JW ^ ^V[5, 4-b]^Uv> 
-3--f ;v) ^fJl/]7x-^]-2-li KD4f->g|^f;i/ 

1 8 aT-#fbtLfc2-[4-[ (2-^^;V-5. 7 - v ^ ^ 5 , 4-b]tf 

y^>-3-'f*) >f;v]7x-Jl/]-2-t^-VS^f JV (2 1. 5 g) O^^y- 
;v (215ml) lt^«fc, 0t:mT^-t,>5:^P>7}c^k*^*^ h U *A (6 3 8m 
g) *4>*-^oJn*.fc 0 Ii^nvf777^-CJ: 0 Lfc £ fc*«B8L M 

tiJSE# 2004-3099267 



ti&M 2003-340007 
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'J*y;v*7A^D7f^77^ - (A + ty-itxf;K l-lv/v) ffflSLs 
T^e;V7r^t)tW^ISi6Mb^% (2 3. 4 g) £#*r 0 
[0 118] 

(18 c) 5- [4- [ (2-^)V- 5, 7-^^^-^^^^^/-^ [5, 4-b] 
fef'J 3 ->f ;v) f7 , /'Jy>-2 > 4 

l 8 b-e#<btt/c2 -[4 -[ (2 5, 7 -v>f-;v-f ^ ^V[5, 4-b]^ 
'Jv'y-3-^v) ^ f ;v] 7 1 - - 2 - k Fn ^ ^ f ^ (6. 8 2 g) thV 
if^7^> (3. 2ml) Oi^nn^y (69ml) fcjfcfc 5 tfilT'eM^ * > 
(i. 8ml) 0-7^Dn>^> (1ml) ?#i&£?$TL*:o 30^5*CJ^T-e 

, 7^;V77^t©2-[4-[ (2-^;V-5. 7 5 ^V*[5, 4 - b ] fc? 

u *sv- 3 --f ;v) ^f^]7z^]-2->^^w-mffti^f»' (8. 4 

)V\ 3-lv/v) fiSL, T*^7r^«oailBBW'fk^4fe (2 3. 4 g) *%tz Q 
[0 119] 

2-[4-[ (2-^;V-5, 7 -v^^;W 5 ^V*[5, 4 -b]eu 3 --f ;v 

) ^f^7x-;p]-2-^^>^w-fl'^i'^fjv (8. 4 g) t^*mm ( 

2. 9 5 g) <D*-?;-)V (9 0ml) #**30fl«KT»»Lfco JBUfcifcfcMEaMeL 
% ffj=9tx^/i/fc;jcfcfliix.*^ 8h&i:LT5- [4- [ (2-^;V-5, 1-V**ffr 
[5, 4-b] bT u 3 -^;v) -2-'f5/f7 
VU ^ >- 4 - * > ( 6 . 2 3 g ) ***ftB Lfco 
[0 12 0] 

5- [4- [ (2-^^;V-5> 7 5 y*S—fr [5. 4-b] tfUv?>- 

3--f;v) ^-f-;w] 7x^] - 2-f^;f7y* , Jv>-4-i> (6. 2 3g) <d*. 

^7-;Vit^Ii:ilIt (2 0ml) *Snx.»ifcfc U 24^IW3SaET. M^L5to Rio 

SHEBfiMfrg-* (5. 3 2 g) *?>ty.Ltz 0 I 221-222 'Co 
[0 12 1] 

X H NMR(DMSO-d 6 > 4 0 0MHz) :*1.24(3H, t, J = 7.5Hz)> 2 

• 49(3H, s)> 2.50(3H, sK 2.78(2H, q. J = 7 . 5 Hz), 5.46(2 
EU s)> 5.77(1H, s)> 5. 77(1H, s)> 6.95(1H, s). 7.13(2H 
, d, J = 8.5Hz), 7.37(2H> d> J=8.5Hz), 12. 27(1H, bs). 

MS (FAB) M/z: 3 8 1 (M+H) + - . 

(mmm 1 9 ) 

5- [4- [ (5, 7 - 9 J**fr- 2 -7*a fcf;W ^ ^y* [5. 4-b] 
--f;v) ^;v] y^-;u] -i N 3-f7 , /'jr/-2, 4 (fli^-fb-fr**-* 
No. 2-12) 

5, 7 -SMf-ZU- 2 --fu\Lfr4 * :PV[5. 4-b]ev^>^^T, ^1^11 8 
a. 1 8 b^itf 1 8 c ^mCTRj&^^a^^^cticj: *K SfB § BKfr&W * 

[0 12 2] 

*H NMR(DMSO-de. 4 0 0MHz) :*0.91(3H, t, J = 7 . 5 Hz). 1 

• 7 1(2H, m), 2. 49 (3H, s), 2. 51 (3H, s), 2.74(2H > U 

J = 7.5Hz), 5.47(2H, s) % 5.77(1H, sK 6.94(1H, sK 7.13( 
2H, d. J=8.0HzK 7.37(2H. d. J=8.0Hz), 12.28(1H, bs). 

($mm2 0) 

5-[2- [4- [ (5, 1 -V*f-fr-2--fu}£fr>( 5 jTV [5, 4-b] tf'Jv^V 
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_ 3 _^ ;l/ ) 7i-JV]f7 , /'Jy>-2, 4 - *J *r > (Mmtt&tolt 

fNo. 2-3) 

2-^f-;V-5, 7 -V*+fr4 5 ^V[5, 4-b]H*'Jv'>^iO f 2-[2- [4- 
(/n^>f-;V) 7xi^] - 2 - t^VftBfc^ f ^tlv>t, »1 8 a 

, 1 8 b&ZVl 8 c KmCTBU&Si^yM^fc? itCi «9, SRIBiflMfr&ftfcft 
fco KjA : 152-153 "Co 
[0 12 3] 

l H NMR(DMSO-d«, 4 0 0MHz) :J1.28(3H, t, J = 7.5Hz), 2 
.52(6H, s), 2.83(2H> J = 7 . 5 Hz), 5 . 5 2 ( 2 H, sK 5.54(1 
H, sK 6.95(1H, s)> 7.21-7. 51(9 H, m) 

mmm 1 ) 

m&n Myy*-* k • n b*«#?>*Lfe»^jii*jflLf») 450^1 KiMMb 

^»©y^WJ*^yKil5 0,< 1 ^^JDx. (*«^5mM) > ?l^«r37 < C"eiiiK 
>^--> 3 v Ltz 0 £j&-f&AGEs<9— o-C^^^ty h *s*Jy<Dfflfeii* SkTOZll" 

C10% h U ^nnfiEBKO^lfcUnx.. a^LTSaWSritRS-^-CiaJRLfco EHRLfcS 
eK^300// 1<£>5% h U ^DDftRtftjlU 6Sje^Bft*ioo^i«Jnun 
0"C, 16l$IHiD;itfWS**fr&o;fco ^&ffiS££fflWcHPLC (0DS C18. 4.6X250mm, 335 
nnu 385nm) fcffiv*. 0. 1% h 'J 7;v^n^»M^7K/0.08% h U 7 ;V * o H=m«!80 
%7-kb-h'J*t«*«tt*/5^>hft (30^^, l.Qml/530 CiH^hvy 
^^^fi: (nmol/1) *af5gtfc 0 (Miyata.T et al. : J. Am. Soc. .Nephrol. ,7,1198-1 
206,1996, Miyata, T.et al. : Proc. Natl. Acad. Sci. USA, 93 2353-2358, 1996) o 
[0 12 4] 

[0 12 5] 
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[*4] 



mgm*k ^>hy^>w (%) 



i»j i 

HUM 2 
£2M 3 
HIM 4 
5 
6 

mmm i 

9 

»g0ijll 

*5S^U 12 

nmm u 
nmm i6 

mm 19 



18.1 
26.1 
21.3 
17.4 
9. 33 
16.8 
27.2 
23.5 
30.8 
18.0 
24.9 
29.0 
45.4 
22.1 
23.8 
25.8 
35.0 
18.0 
23.8 



[0 12 6] 



(WkMM 1 ) 

HMtfi 1 <Dik-&% 10 mg 

* 110 mg 

u — — 58 mg 

^ry'JVfv^^y^A 2 mg 

^tf 180 mg 
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30/E 



(M#JM2) 









$mw 1 1 (Dft&w 


10 mg 






85 mg 




3 — y • — f- 


34 mg 




Mr H 


20 mg 






1 mg 






150 mg 




±lB^$tL&*Jft#<0J&5fc*r&<iB'&U ^150m g m 


ftottftiejEEMuAs-rso & 



3 ) 

1 4 <Dft&%0 10 mg 

7^ h— * 839 mg 

• J**-^ 1 150 mg 

t: Kn^y^ne^-b^n-X 1 mg 

^•tt" 1000 mg 
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: i/E 



mm) 
mm] 

TB-«A (I) 




/'Jy^-5-'f;^ Yli^XttC6~l 07'J-l/>i^to ]cO<b^Xt± 
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ij#M2 0 0 3 -3 4 0 0 0 7 : 1/E 

&&mm<o%r-w 9&m 2003-340007 

gft#-5f- 50301617715 

umm m^mm±m 0095 

flsjftB ¥^15^10^ 3 0 



[HfflB] WU5^ 9JI30H 
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HfcSU*-^ [000001856] 
1 . gM^JI S 1 9 9 0^ 8B15B 



ffi ttiiE4# 2004-309926 7 



^-v: 2/E 

003-340007 

m m a m & m m 



ffeSU#-^ [503357296] 

1 . tl^^ 0 2 0 0 3^ 91300 

ft ffi *]»»«f«Kli*fa^Tl l 2#l* A-^xxMfjvi 
1 

2 . ^H3M 0 2 0 0 4# 7^260 

-^9f 5 0 2 
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